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Amendments to the claims 

This listing of claims replaces all prior versions and listings of claims in the application: 
Listing of Claims : 

1 . (Currently Amended) A compound of the formula: 



1) Cuinalkvh 

2) C?.ioalkenyL 

3) C?.malkynvl 
4) 

5) Cv-C uin alkvh 

6) Cv-C?-malkenvl or 

7) Cv-C^inalkvnvl: 

wherein Cv is optionally substituted with one to four substituents independently 
selected from R b or one of the following groups: 

1) -NR c C(Q)NR c SQ 2 R d . 

2) -NR c S(O^R d . 

3) -OS(0)?OR c . or 

4) -OP(Q)(OR%; 




wherein 



Y 7 is SQ 2 : 
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5) Cv. 

6) Cv-Cum alkyl, 

7) Cv-C Kio _alkenyl or 

8) Cv-Ci.ioalkvnvl: 

wherein each of said alkyl alkenyl and alkvnvl is optionally substituted with one 
to four substituents independently selected from R a , each of said aryl and heteroaryl is 
optionally substituted with one to four substituents independently selected from R b ; 

Y 2 is a bond; 

X is COOH: 

Y 3 is O us alkylene; 

Y 4 is -C(Q)NH-; 
Y 5 is CO; 

R 4 is Z 5 -L c -Z 6 , where 

Z 5 is aryl; 

L c is -NH-C(Q)-NH-; and 

Z 6 is aryl-Ci-m alkyl; 

R 5 is hydrogen, aryl alkyl alkenyl alkynyl, cycloalkyl cycloalkenyl, or aryl-substituted 

alkyl; and 

R 6 is alkyl alkenyl alkynyl cycloalkyl aryl-fused cycloalkyl cycloalkenyl aryl aralkyl 

aryl-substituted alkenyl or alkynyl cycloalkyl-substituted alkyl cycloalkenyl-substituted 
cycloalkyl biaryl alkenoxy, alkynoxy, aralkoxy, aryl-substituted alkenoxy or alkynoxy, 
alkylamino, alkenvlamino or alkynylamino, aryl-substituted alkylamino, aryl-substituted 
alkenylamino or alkynylamino, aryloxy, arylamino, heterocyclyl heterocyclyl-substituted alkyl 
heterocyclyl-substituted amino, carboxyalkyl substituted aralkyl oxocarbocvclvl-fused aryl or 
an amino acid side chain selected from the group consisting of arginine, asparagine, glutamine, 
S-methyl cysteine, methionine and corresponding sulfoxide and sulfone derivatives thereof, 
cyclohexylalanine, leucine, isoleucine, allo-isoleucine, tert-leucine, norleucine, phenylalanine, 
phenyl glycine, tyrosine, tryptophan, proline, alanine, ornithine, histidine, glutamine, norvaline, 
valine, threonine, serine, beta-cyanoalanine, 2-aminobutyric acid and allothreonine; 

each of said Cy is cycloalkyl, cycloalkenyl, heterocyclyl aryl, or heteroaryl: 

R a is 
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-OR c . 

-halogen, 

-S(O^R c . 

-SR C . 

-S(Q) 2 OR c , 

-S(Q) 7 NR c R d . 

-NR c R d . 
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-0(CR e R f ) n NR c R d . 

-C(Q)R d . 

-CQ 2 R C . 

-P(0)(OR c VOR d \ 

-P(0)(R c )(OR d \ 

-S(O^QR c . 

-C(Q)NR c R j . 

-C0 7 (CR e R\CONR c R d . 

-OC(Q)R c . 

-CN. 

-NR c C(Q)R d . 

-OC(Q)NR c R d . 

-NR c C(OX)R d . 

-NR c C(Q)NR d R e . 

-CR c fNOR d l 

-OCF^ or 
oxo; 

wherein Cv is optionally substituted with one to four substituents independently 



selected from R ; 



R b is 



1) a group selected from R a , 
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2) G.inalkvl. 

3) C?.inalkenyl. 

4) Co.inalkvnvl. 

5) arvl-Ci-malkvl, or 

6) heteroaryl-C i-m alkyl, 

wherein each of alkyl, alkenyl. alkynyl, aryl, and heteroaryl is optionally 
substituted with a group independently selected from R g : 
each of R°, R d . R e . and R f , independently, is 

1) K 

2) Ci.malkvl. 

3) C?_ in alkenyl, 

4) C7-malkvnvl. 

5) Cv, or 

6) Cv-d.inalkvl: 

wherein each of alkvl. alkenvl. alkvnvl and Cv is optionally substituted with one 
to four substituents independently selected from R s : 
R g is 

1) halogen, 

2) amino, 

3) carboxy, 

4) -COO-Ci^alkvl. 

5) -P(OKOHK 

6) -P(Q)(OH)(0-Ci^alkvn. 

7) -PrOVC^alkvP,. 

8) -P(Q)(OH¥C M ,alkyl). 

9) -P(Q)(0-C u4_ alkvn(C i ^alkvn, 
lOVSO^-Ci^ alkyl, 
ln -CO-NH?. 
12) -CO-NH(Ci A alkvn. 
13 VCO-NrC,^alkvn,. 
14) C,^alkvl. 
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15) Cu4_alkoxy, 

16) aryL 

17) aryl-C r ^alkoxy, 

18) hydroxy, 

19) 0^ 

20) arvloxv: 

or a pharmaceutical^ acceptable salt thereof 

R 3 L V R* 

wher e in 
R*4s 

3) G^alkyH 

3} Ga-to -alk e nyl, 

4) Gs-^ -alkynyl, 

5) Gy, 

6) Gy-G^o-alky^ 

^ Cy C- i-t ^alk e nyl, or 

S) Gy-G ^allcynyl; 

L* is a hydrocarbon linlc e r moi e ty having 1 5 carbon chain atoms and is 

(i) optionally int e rrupt e d by, or t e rminally attach e d to 

(ii) , on e or mor e of th e following groups: 
-t) G(OH 

9 O C(O) , 

5) C(O) O , 

4) C(O) NR 6 - 

§) NR * C(O) , 

6) NR e C(O) NR d - 

7) NR e C(O) O , 

«) O C(O) NR 6 -r 
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44) NR*-S© S - 

±2) NR*-G(NR ffl )- T 

«) €h 

44) NRV* 

4$) Gyre* 

(ii) optionally substituted with on e or mor e substitu e nts ind e p e nd e ntly s e l e ct e d from R b f 
L io a hydrocarbon link e r moi e ty having 11 4 carbon chain atoms and is 

(i) optionally int e rrupted by or t e rminally attach e d to, on e or mor e of th e following groups: 
1) C(0), 



3) O C(O) , 

3) C(0) O , 

4) C(O) NR 6 — 

#) NR e C(O) ; 

6) NR 6 C(O) NR 4 - 

3) NR 6 C(O) O , 

*) O C(0) NR 6 - 

9) S(0)«- 

40) SOa-NR 6 - 

44) NR 6 -SQ^ 

m O-, 

45) NRVef 

44) Gyj-ef 



(ii) optionally substitut e d with on e or mor e substitu e nts ind e p e nd e ntly o e leotod from RV aad 
alkyl, alk e nyl, alkynyl, cycloalkyl, aryl fus e d cycloalkyl, cycloalk e nyl, aryl, aralkyl, aryl 
substitut e d alk e nyl or alkynyl, cyoloalkyl substitut e d alkyl, cycloalk e nyl substituted cycloalkyl, 
biaryl, alk e noxy alkynoxy, aralkoxy aryl substituted alk e noxy or allcynoxy alkylamino, 
alk e nylamino or alkynylamino, aryl substitut e d alkylamino, aryl substitut e d alk e nylamino or 
alkynylamino, aryloxy, arylamino, h e t e rocyclyl, h e t e rocyclyl substitut e d alkyl, h o torocyclyl 
substituted amino, carboxyalkyl substitut e d aralkyl, or oxocarbocyclyl fused aryl; or a moi e ty of 
th e following formula: 
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N 



T 



wh e r e in: 



¥ ^ is s e l e ct e d from th e group consisting of CO , O CO , SO^ and FO^ t 
e ach of R 4 and R*, ind e p e nd e ntly, is alkyl, alkenyl, alkynyl, cycloalkyl, aryl fus e d cycloalkyl, 
cycloalk e nyl, aryl, aralkyl, aryl substitut e d alk e nyl or alkynyl, cyoloalkyl substitut e d alkyl, 
cycloalk e nyl substitut e d cycloalkyl, biaryl, alk e noxy, alkynoxy, aralkoxy, aryl substitut e d 
alk e noxy or alkynoxy, alkylamino, alk e nylamino or alkynylamino, aryl substitut e d alkylamino, 
aryl substitut e d alkenylamino or alkynylamino, aryloxy, arylamino, het e rocyclyl, h e t e rocyclyl 
substitut e d alkyl, h e t e rooyclyl substitut e d amino, carboxyalkyl substitut e d aralkyl, 
oxocarbocyclyl fus e d aryl, or an amino acid sid e chain s e l e ct e d from the group consisting of 
arginin e , asparagin e , glutamin e , S m e thyl cyst e ine, m e thionin e and corr e sponding sulfoxid e and 
sulfon e d e rivativ e s th e r e of, cycloh e xylalanin e , l e ucin e , isol e ucin e , alio isol e ucin e , t e rt l e ucin e , 
norl e uoin e , ph e nylalanin e , phenylglycin e , tyrosin e , tryptophan, prolin e , alanin e , ornithine, 
histidin e , glutamine, norvalin e , valin e , thr e onin e , s e rin e , b e ta cyano alanin e , 2 aminobutyric acid 
and allothr e onin e ; and 

is hydrog e n, aryl, alkyl, alk e nyl, alkynyl, cycloalkyl, cycloalk e nyl, or aryl substitut e d alkyl, 
R $ and may b e tak e n tog e th e r with th e atoms to which th e y ar e attached to form a h e t e rocycl e 
of 5 to 7 m e mb e rs; 

e ach of said Cy is cycloalkyl, cycloalk e nyl, h e t e rocyclyl, aryl, or h e t e roaryl; 

e ach of said alkyl, alk e nyl and alkynyl is optionally substitut e d with on e to four 
substitu e nts ind e p e nd e ntly s e lect e d from RV and 

e ach of said cycloalkyl, cycloalkenyl, h e t e rocyclyl, aryl, or h e t e roaryl is optionally 
substitut e d with on e to four substitu e nts ind e p e nd e ntly sel e ct e d from R b f 



R a 4s- 



3)- 



^OR\ 
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5) S*©)«R\ 

6) SR* T 

3) S<0)sOR\ 

8) S^sNR^ 

9) NR^ 

-W) QfGR'R 1 ),^^ 

44) G(0)R^ 

43) G©3R* T 

44) P(0)(OR e )(QR 4 ) ; 

44) P(0)(R 6 )(QR^ 

44) S(0) M OR 6 T 

44) C(0)NR e R i T 

47) go 3 (GR e R f ) B €©NR e R <l 7 

44) OC(0)R e 7 

49) GNy 

30) NR e €(©)R d T 

34) OCCCONR^ 

33) NR e C(0)OR d ? 

33) NR 6 C(0)NRV T 

34) GR 6 (NOR d ) T 

35) 

36) QGf^ef 

3?) exe 

wh e r e in Cy ia optionally substituted with on e to four substitu e nts ind e pend e ntly o e leotod from 

R*4s 

1) a group s e l e ct e d from R ft T 

3) Cs^alkenyl, 

4) Q ^ -alkynyl, 

5) aryl Q^alltyl, or 
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6) h e t e roaryl Q -w -alkyl, 
wh e r e in e ach of alkyl, alk e nyl, alkynyl, aryl, and h e t e roaryl is optionally substitut e d with a group 
ind e p e nd e ntly s e l e ct e d from R e 

e ach of R^ R^R 6 , and R f , ind e p e nd e ntly, is 

3) Cj _t »alk e nyl, 

4) -€3-t »alkynyl, 

5) Cy, or 

6) Cy C^ a&yH 

wh e r e in e ach of alkyl, alk e nyl, alkynyl and Cy is optionally substitut e d with on e to four 
substitu e nts ind e p e nd e ntly s e l e ct e d from R g f 
R 8 4s 

1) halog e n, 

2) amino, 

3) oarboxy, 

I) COO C^a4kyl ? 

6) P(0)(OH)(0 C^ aftyifc 

7) P(0)(C4 ^alky^ ? 

8) P(0)(OH)(C^ .aikyfr 

9) P(0)(0 C^alkylXC^ afeyfr 

10) SOi -G±+et\kyh 

II) CONH^ 

12) CO NHCC^ alkyl^ 

13) CO N(C^ .alky^ T 
44>€ 4 ^.a4kyl T 

1 5) C -M -alkoxy, 
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1 Q\ P Fi n r 

20) aryloxy; 
R ffl 4s 

4) H? 

3) G^alky*? 

3) Gg-^ -alkenyl, 

4) Ga-^ -alkynyl, 

5) Gy, 

6) G^G^alkylT 

7) G^aeylr 

8) cyano, 

9) G^ -alkyl sulfonyl, or 

-W) G-t- ^alkoxy; and 

R>4s 

43 H? 

3) G^a&ylT 

^) G ^alkenyl, 

4) G ^alkynyl, 

cyano, 

6) ai^ 

7) aryl C^ atk^ 

$) h e t e roaryl, 

9) h e t e roaryl C M^ -allcyl, or 

40) SO^ 

wh e r e R k 4s-G.Ma _alkyl, Cj - ^alk e nyl, C^-alkynyl, and aryl; 

R ^and R 4 " talc e n tog e th e r with th e atoms to which th e y are attach e d optionally form a 
h e t e rocyclic ring of 5 to 7 m e mb e rs, said ring containing 0 2 additional h e t e roatoms 
ind e pend e ntly s e l e cted from O, N and S; 

R *and R* 1 talc e n tog e th e r with th e atoms to which th e y ar e attach e d optionally form a ring 
of 5 to 7 m e mbers, said ring containing 0 2 additional het e roatoms ind e p e nd e ntly solootod from 
O, Sand N; 
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m is 0, 1, or 2; 
n is an int e g e r from 1 to 10; 
provid e d that wh e n L is saturat e d and has 1 4 carbon chain atoms, 

(i) L must contain a h e t e roatom s e lect e d from O, S, and N; or 

(ii) must contain th e moi e ty o m e thylph e nyl ur e ido ph e nyl CH^ -rer 

{») R 4 must contain only on e Cy group; and 

(iv) wh e n L is t e rminally attach e d to by C(~0)NH , R* is not optionally 

substitut e d pyrrolidinyl substitut e d with a SO^ optionally substitut e d ph e nyl group; 
or a pharmaceutically acc e ptabl e salt th e r e of . 

2.-58. (cancelled) 

59. (Currently amended) The compound of claim 1, where said compound is compound no. 

X7X7ZTX7 

(R 4 " is 1 (3,5 dichloro b e nz e nesulfonyl) 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(~0) and 

(ii) substituted with COOH, 

L is Gz alkyl t e rminally attached to R* by C(-0)NH , 
R 4 is 4 [N* (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(-O) , 
R ^ and R^ tog e th e r ar e 1,3 propan e diyl); 

(R 4 " is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

L is Cj. alkyl terminally attached to R* by C(~0)NH , 
R 4 is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(-O) , 
R # and R^ tog e th e r ar e 1,3 propan e diyl); 
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(R Ms 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L f ia a hydrocarbon linkor moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to by NHC(-O) and 

(ii) substituted with COOH, 

IAs-Ga alkyl terminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N f (2 m e thylph e nyl)ureido]b e nzyl, 
¥ *is C(~0) , 

R ^ and R 6 tog e th e r are 1,3 propan e diyl); 

(R * is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to R* by NHC(~0) and 

(ii) substitut e d with COOH, 

L is Qg alkyl terminally attached to R* by C(-0)NH , 

R 4 is 4 [N 1 (2 methylph e nyl)ur e ido]b e nzyl, 

¥ *is C(-O), 

R # is methyl, and 

R 6 is hydrog e n); 

8555 

(R 1 is l-(3,5-dichloro-benzenesulfonyl)-2-piperidinyl, 

V is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 

R 4 is 4-[N f -(2-methylphenyl)ureido]benzyl, 

Y 5 is -C(=0)-, 

R 5 is methyl, and 

R 6 is 2-methylpropyl); 

9^71 

(R* "is 1 (3,5 dichloro b e nzen e sulfonyl)azacyclo 2 butyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 
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(i) t e rminally attached to R 4 by NHC(~0) and 

(ii) substituted with COOH, 

L is Q alkyl terminally attaohod to R* by C(~0)NH , 

R 4 is 4 [N' (2 m e thyrph e nyl)ur e ido]b e nzyl, 

¥ *is C(-O) ; 

R ^ is m e thyl, and 

R * is 2 m e thylpropyl); 

\J\J IU 

(R * is 1 (3,5 diohloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(-O) and 

(ii) substituted with CH^COOH, 

lAs-Gz alkyl int e rrupted by NR e C(O) whor e R e 4s4^ 

R 4 is A [N* (2 m e thylph e nyl)ur e ido]b e nzyl, 

¥ *is C(~0) ; 

R ^ is hydrog e n, and 

R ^ is 2 m e thylpropyl); 
Q071 

{R * is 1 (3,5 diohloro b e nz e n e sulfonyl) 2 m e thyl 2 pyrrolidinyl, 

V is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attaohod to R* by C(-O) and 

(ii) substituted with COOH, 

L is 1,4 pip e ridin e diyl t e rminally attach e d to R^ by C(~0) , 

R 4 is 1 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl, 

¥ *is C(-O) , 

R # is hydrog e n, and 

R ^ is 2 m e thylpropyl); 

(R Ss 1 (3,5 dichloro benz e n e sulfonyl) 2 pyrrolidinyl, 

L ? is a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to R* by NHC(~0) and 
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L is N [2 (pyrrolidin e 2 yl) e thyl] m e than e sulfonylaminom e thyl, t e rminally attach e d to R^ -by 

C(~0) at th e 1 position of th e pyrrolidin e ring, 
R ^ is 4 [N' (2 m e thylphenyl)ur e ido]benzyl); 

(R * is 1 m e than e sulfonyl 2 pyrrolidinyl, 

L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(-O) and 

(ii) substituted with COOH, 

fc4s-G a alkyl terminally attached to R* by C(~0)NH , 
R 4 is 4 [N* (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(-O) ; 
R ^ is m e thyl, and 
R ^ is 2 m e thylpropyl); 
1 +j j j 

(R * is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L 1 is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R 4 " by NHC("0) and 

(ii) substitut e d with COOH, 

fc4s^e 3 alkyl t e rminally attached to R* by C(~0)NH , 

R 4 is 4 [N f (2 m e thylph e nyl)ur e ido]b e nzyl, 

¥ *is C(~0) , 

R ^ is hydrog e n, and 

R 6 is hydrog e n); 

1 / Uu 

(R 4 is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

L is Ca alkyl t e rminally attach e d to O (o ph e nyl) t e rminally attach e d to by C(~0)NH , 
R ^ is 4 [N* (2 m e thylph e nyl)ur e ido]b e nzyl); 
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7955 

(R * is 1 b e nzen e sulfonyl 2 pyrrolidinyl, 

L 1 is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R * " by NHC(~0) and 

(ii) substitut e d with CH^COOH, 

lAs-G A alkyl terminally attached to R* by C(~0)NH , 

R ^ is 4 [N* (2 methylph e nyl)ur e ido]b e nzyl); 
S205 

(R *is 1 (3,5 dichloro benzen e sulfonyl) 2 pyrrolidinyl, 

V is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R 4 " by NHC(~0) and 

(ii) s ubstitut e d with COOH, 

lAs-G s alkyl terminally attach e d to R* by C(~0)NH , 
R ^ is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl); 
\j ±* s \j 

(R * is 1 (furan 2 ylm e thyl) 5 oxopyrrolidin 2S yl, 

L' is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) torminally attach e d to R* by NHC(-O) and 

(ii) substituted with COOH, 

L is d alkyl torminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
io C(-O) , 

R * is m e thyl, and 

R 6 is 2 m e thylpropyl); 

&m 

(R * is 1 (furan 2 ylm e thyl) 5 oxopyrrolidin 2R yl, 

L' is a hydrocarbon linlcer moi e ty having 1 carbon chain atom and is 

(i) t e rminally attaohod to R* by NHC(-O) and 

(ii) substituted with COOH, 

L io C^ alkyl torminally attaohod to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e ngyl, 
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is C(-O) ; 

R # io m e thyl, and 

R 6 is 2 m e thylpropyl); 

(R 4 " is 1 (thioph e n e 2 ylm e thyl) 5 oxopyrrolidin 2S yl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to by NHC(~0) and 

(ii) substitut e d with COOH, 

lAs-G z allcyl terminally attached to R* by C(~0)NH , 
R 4 is 4 [N f (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) 5 

R # is m e thyl, and 

R 6 is 2 m e thylpropyl); 

(R * is 1 (thioph e n e 2 ylmethyl) 5 oxopyrrolidin 2R yl, 

L f is a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) terminally attach e d to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

fa4s-G a alkyl terminally attached to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylphenyl)ur e ido]b e nzyl, 
¥ *is C(-O) , 

R # is m e thyl, and 

R 6 is 2 m e thylpropyl); 

(R * is 1 b e nz e nesulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) terminally attaohod to R 4 * by NHC(~0) and 

(ii) substituted with COOH, 

L is p tolyl terminally attached to R* by C(~0)NH , 
R * is 4 [N* (2 m e thylphenyl)ur e ido]b e nzyl); 

KJ ~J ~J I 
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(R * is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to by NHC(-O) and 

(ii) substitut e d with COOH, 

L is p tolyl terminally attach e d to R* by C(~0)NH , 
R * is othyl 2 (1 [N 1 (2 mothylphenyl)uroido]phonyl)); 

959 7 

(R * is 1 m e than e sulfonyl 5 ph e nyl 2 pyrrolidinyl, 

L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R* by NHC(~0) and 

(ii) substituted with COOH, 

L is Ca alkyl terminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) 5 

R ^ is m e thyl, and 

R * is 2 methylpropyl); 

(R * is (benz e n e sulfonyl)oyoloh e xylominom e thyl, 

L' is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and io 

(i) t e rminally attach e d to R* by NHC(-O) and 

(ii) substitut e d with COOH, 

L io d alkyl t e rminally attached to R* by C(~0)NH , 
R- 4 is 4 [N' (2 methylph e nyl)ur e ido]b e nzyl, 
io C(-O) , 

R $ is m e thyl, and 

R is 2 methylpropyl); 

(R 4 - is 1 b e nz e nesulfonyl 2 pyrrolidinyl, 

L' is a hydrocarbon linlc e r moi e ty having 1 carbon ohain atom and is 

(i) terminally attaoh e d to R 4 " by NHC(~0) and 

(ii) oubotitutod with COOH, 
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L is 4 [(pyrrolidin e 1 oarbonyl) amino]ph e nylm e thyl t e rminally attached to by C(~0)NH at 
th e 3 position of th e pyrrolidin e ring, 
is b e nzyl); 

(R 4 " is 1 benzen e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

L is 4 [(pyrrolidin e 1 carbonyl) aminojphenylm e thyl t e rminally attach e d to by C(~0)NH at 
th e 3 position of th e pyrrolidin e ring, 

is 4 [N 1 (2 m e thylph e nyl)ureido]b e nzyl); 
8628 

(R 1 is l-benzenesulfonyl-3-piperidinyl, 

L' is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 

R 4 is 4-[N f -(2-methylphenyl)ureido]benzyl, 

Y 5 is -C(=0)-, 

R 5 is methyl, and 

R 6 is 2-methylpropyl); 

8674 

(R 1 is l-benzenesulfonyl-4-piperidinyl, 

L ! is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 

R 4 is 4-[N'-(2-methylphenyl)ureido]benzyl, 

Y 5 is -C(=0)-, 

R 5 is methyl, and 

R 6 is 2-methylpropyl); 
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(R 4 " is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L 1 is a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) terminally attaohod to by NHC(~0) and 

(ii) substituted with COOH, 

Lisp xylyl t e rminally attach e d to R* by C(~0)NH , 
R * is 4 [N' (2 methylph e nyl)ur e ido]b e nzyl); 

(R 4 * is 2,6 dichloroph e nyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attach e d to R 4 by NHC(~0) and 

(ii) substituted with COOH, 

L is Gz alkyl terminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N ? (2 m e thylph e nyl)ur e ido]b e nzyl, 
is C(-O) ; 

R ^ is m e thyl, and 

R ^ is 2 m e thylpropyl); 

(R 4 is 2,6 dichloroph e nyl, 

L ? is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R* by C(~0) and 

(ii) substituted with COOH, 

L is 1, 4 pip e ridin e diyl terminally attach e d to R* by C(~0) , 
R 4 is 4 [N ? (2 m e thylphenyl)ureido]b e nzyl, 

is C(~0) , 
R ^ is hydrog e n, and — 
R 6 is 2 m e thylpropyl); or 

(R * is 1 (3,5 diohloro b e nz e n e sulfonyl) 2 m e thyl 2 pyrrolidinyl, 
L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 
(i) t e rminally attach e d to R 4 " by C(~0) and 
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(ii) substituted with COOH, 

L is 4 m e thylpip e ridin e 1 yl t e rminally attach e d to R by C(~0) , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
^io C(-O) ; 



R § io hydrogon, and — 
R 6 is 2 m e thylpropyl) . 

60. (Cancelled) 

61 . (Currently Amended) A composition comprising a pharmaceutical carrier and an 
effective amount of a compound of the following formula: 



15) Cuinalkvl. 

16) C?.inalkenvl, 

17) C?.inalkvnvl, 

18) ^ 

19) Cv-C uin alkvl, 

20) Cv-C 7 . 1 nalkenvl. or 
2n Cv-C H n alkynyl; 

wherein Cv is optionally substituted with one to four substituents independently 
selected from R b or one of the following groups: 

5) -NR c C(CttNR c SO,R d . 

6) -NR c SrO)n,R d . 

7) -OS(C0 z OR c . or 

8) -OP(Q)( OR c ) 2 i 




wherein 



Y 7 is SO,: 
R 14 is 
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iLJL 

2i^MoalkyL 

3) C^ -io ^alkenvl 

4) C?.malkvnvl 

5) Cy, 

6) Cv-C uio alkvK 

7) Cy-Cuio alkenyl, or 

8) Cv-Cumalkynvl: 

wherein each of said alkyl, alkenvl and alkvnyl is optionally substituted with one 
to four substituents independently selected from R a , each of said aryl and heteroaryl is 
o ptionally substituted with one to four substituents independently selected from R b ; 



X is COOH: 

Y 3 is C us alkylene; 

Y 4 is -C(Q)NH-: 
Y 5 is CO: 

R 4 is Z 5 -L c -Z 6 , where 

Z 5 is aryl; 

L c is -NH-qOVNH-: and 

Z 6 is aryl-Ci.m alkyl; 

R 5 is hydrogen, aryl alkvl alkenyl alkvnyl, cycloalkyl cycloalkenvl or aryl-substituted 

alkyl; and 

R 6 is alkyl alkenyl alkynyl cycloalkyl arvl-fiised cycloalkyl cycloalkenyl aryl aralkyl 

aryl-substituted alkenyl or alkynvl cycloalkyl-substituted alkyl cycloalkenyl-substituted 
cycloalkyl biaryl alkenoxy, alkynoxy, aralkoxy, aryl-substituted alkenoxy or alkynoxy, 
alkylamino, alkenylamino or alkvnylamino, aryl-substituted alkylamino, aryl-substituted 
alkenylamino or alkvnylamino, aryloxy, arylamino, heterocyclyl heterocyclyl-substituted alkyl 
heterocvclvl-substituted amino, carboxyalkyl substituted aralkyl oxocarbocyclyl-fused aryl or 
an amino acid side chain selected from the group consisting of arginine, asparagine, glutamine. 
S-methyl cysteine, methionine and corresponding sulfoxide and sulfone derivatives thereof. 



Y 2 is a bond; 
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cvclohexvlalanine, leucine, isoleucine, allo-isoleucine, tert-leucine, norleucine, phenylalanine, 
phenylglvcine, tyrosine, tryptophan, proline, alanine, ornithine, histidine, glutamine, norvaline, 
valine, threonine, serine, beta-cyanoalanine, 2-aminobutvric acid and allothreonine; 
each of said Cy is cvcloalkvl, cvcloalkenyl, heterocyclyl, arvl, or heteroarvl; 



R a is 




1) 


Ql 


2) 


-OR c , 


3) 


-N0 2 , 


4) 


-halogen. 


5) 




6) 


-SR C , 


7) 


-SfO^OR c . 


8) 


-SfO^NR c R d . 


9) 


-NR c R d . 


10) 


-0(CR e R f ) n NR c R d . 


11) 


-CfO)R d . 


12) 


-C0 2 R c , 


13) 


-P(DVOR c yOR\ 


14) 


-P(0)fR c ¥OR d ). 


15) 


-S(0) m OR°. 


16) 


-CfO)NR c R j . 


17) 


-CO,fCR e R f )nCONR c R d . 


18) 


-OCfO)R c . 


19) 


-CN, 


20) 


-NR c CfO)R d . 


21) 


-OCfO)NR c R d . 


22) 


-NR c CfO)OR d . 


23) 


-NR c C(0')NR d R e . 


24) 


-CR c fNOR d ). 


25) 


-CF,. 


26) 


-OCF, or 
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27) oxo; 

wherein Cv is optionally substituted with one to four substituents independently 
selected from R b ; 



1) a group selected from R a , 

2) CMoalkyL 

3) C?.m alkenyl, 

4) C?.malkynyl 

5) aryl-G-m alkyl or 

6) heteroaryl-C i .i o alkyl 

wherein each of alkyl alkenyl alkynyl aryl and heteroaryl is optionally 
substituted with a group independently selected from R g ; 
each of R°, R d , R e , and R f , independently, is 

1) H, 

2) CMo.alkyL 

3) C7-10 alkenyl 

4) CT^ioalkynvl 

5) Cy, or 

6) Cv-Ci.io alkyl; 

wherein each of alkyl, alkenyl alkynyl and Cy is optionally substituted with one 
to four substituents independently selected from R g ; 
R g is 

1) halogen, 

2) amino, 

3) carboxy, 

4) -COO-C i^ alkyl 

5) -PfOKOHK 

6) -P(0)(0H¥0-C u4 alkyl), 

7) -P(OVC M .alkvn ; , 

8) -PfO)(OmfC ud .alkv», 

9) -PfOVO-C i^ alkvlVCi.ji.alkvn, 
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10) -SO 2 -C^alkvl. 
m -CO-NH z . 

12) -CO-NH(C^alkva 

13) -CO-N(Ci^alkvn ? . 

14) CMalkyL 

15) C_u4 _alkoxy, 

16) arvl, 

1 7) aryl-C i_4 alkoxy, 

18) hydroxy, 

19) CF^or 

20) aryloxv: 

or a pharmaceutically acceptable salt thereof 

R*4s 

1) a, 

2) G^eAkyh 

3) €a-w -alk e nyl, 

4) Ga- ^alkynyl, 

V Gy, 

6) Gy-Gj-w-alkyH 

7) Cy d -43 -alk e nyl, or 
«) Gy-G+ ^alkynyl; 

L* is a hydrocarbon linlc e r moi e ty having 1 5 carbon chain atoms and is 

(i) optionally int e rrupt e d by, or t e rminally attach e d to, on e or mor e of th e following groups: 

1) C(O), 

2) OC(O), 

3) C(0)0, 

1) C(0)NR 9 - 
g\ xrr>6 rvrw 

6) NR 6 C(O) NR 4 -7 

7) NR 6 C(0)0, 
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8) OC(0)NR% 

10) S0 3 NR% 

11) NR e -^Oa- 

12) NR 6 -G{NR ffl H 

14) NR Veg 

15) Cy;or 

(ii) optionally substitut e d with on e or mor e substitu e nts ind e p e nd e ntly s e l e ct e d from R b f 
L is a hydrocarbon link e r moi e ty having 11 4 carbon chain atoms and is 

(i) optionally int e rrupt e d by, or t e rminally attach e d to, on e or mor e of th e following groups: 

1) C(0), 

2) OC(O), 

3) 0(0)0, 

I) C(0)NR 6 - 

5) NR*C(0), 

6) NR 6 C(O) NR 4 -? 

7) NR*C(0)0, 

8) OC(0)NR e - 

9) S(0) ffl - 

1 0^ 9Dn N T? 6 

II) NR e -S€b- 

13) NR Vef 
11) Cy; or 

(ii) optionally substitut e d with on e or mor e substituents ind e p e nd e ntly s e l e ct e d from R b ; and 
R ^is alkyl, alk e nyl, alkynyl, cyoloalkyl, aryl fus e d oycloalkyl, cycloalk e nyl, aryl, aralkyl, aryl 
substitut e d alk e nyl or alkynyl, oyoloalkyl substitut e d alkyl, oyoloalkenyl substitut e d oycloalkyl, 
biaryl, alkenoxy, alkynoxy, aralkoxy, aryl substitut e d alk e noxy or alkynoxy, alkylamino, 
alk e nylamino or alkynylamino, aryl substitut e d alkylamino, aryl substitut e d alk e nylamino or 
alkynylamino, aryloxy, arylamino, h e t e rocyolyl, h e t e rooyclyl substitut e d alkyl, hot e rocyclyl 
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substitut e d amino, carboxyalkyl substitut e d aralkyl, or oxocarbooyclyl fus e d aryl; or a moiety of 
th e following formufe 



¥ ^ is s e l e ct e d from th e group consisting of CO , O CO , SO^ and FOy ? 
e ach of R 4 and R*, ind e p e nd e ntly, is alkyl, alk e nyl, alkynyl, cycloalkyl, aryl fused cycloalkyl, 
cycloalk e nyl, aryl, aralkyl, aryl substitut e d alk e nyl or alkynyl, cycloalkyl substitut e d alkyl, 
cycloalk e nyl substitut e d cycloalkyl, biaryl, alk e noxy, alkynoxy, aralkoxy, aryl substitut e d 
alk e noxy or alkynoxy, alkylamino, alk e nylamino or alkynylamino, aryl substitut e d alkylamino, 
aryl substitut e d alk e nylamino or alkynylamino, aryloxy, arylamino, h e t e rocyclyl, h e t e rocyclyl 
substitut e d alkyl, h e t e rocyclyl substitut e d amino, carboxyalkyl substitut e d aralkyl, 
oxocarbocyclyl fused aryl, or an amino acid sid e chain s e l e ct e d from th e group consisting of 
arginin e , asparagin e , glutamin e , S m e thyl cyst e ine, m e thionin e and corr e sponding sulfoxid e and 
sulfon e d e rivativ e s ther e of, cycloh e xylalanin e , l e ucin e , isol e ucin e , alio isol e ucin e , t e rt l e ucin e , 
norl e ucin e , phenylalanin e , ph e nylglycin e , tyrosin e , tryptophan, prolin e , alanin e , ornithin e , 
histidin e , glutamin e , norvalin e , valin e , thr e onin e , s e rin e , b e ta cyanoalanin e , 2 aminobutyric acid 
and allothr e onin e ; and 

R $ is hydrog e n, aryl, alkyl, alk e nyl, alkynyl, cycloalkyl, cycloalk e nyl, or aryl substitut e d alkyl, 

may b e tak e n tog e th e r with th e atoms to which th e y ar e attach e d to form a h e t e rocycle 
of 5 to 7 m e mb e rs; 

each of said Cy is cycloalkyl, h e t e rocyclyl, aryl, or h e t e roaryl; 

each of said alkyl, alk e nyl and alkynyl is optionally substitut e d with on e to four 
substitu e nts ind e p e nd e ntly s e l e ct e d from R a ; and 

e ach of said cycloalkyl, cycloalk e nyl, h e t e rocyclyl, aryl, or h e teroaryl is optionally 
substitut e d with on e to four substitu e nts ind e p e nd e ntly sel e cted from R b f 




wh e r e in: 



R ft 4* 



2) OR e T 
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3) — NO* 

4) — halog e n, 

6) SR 9 T 

9) NR^ 

10) OCCR^ b^R^ 

11) C(0)R 4 , 

13) P(0)(0R' MQR^ 
44)-!^^ 

15) S(0) ffl QR 6 T 

16) C^NR^ 

18) OC(0)R e ? 

19) CN, 

20) NR 6 €{0)R d T 

21) 0C(0)NR < R <> ? 

22) NR*C(0)0R 4 ; 

23) NR*C(0)NR* R* T 

24) CR 6 (NQR d ) T 

26) OCF^ er 

27) oxo 

wh e r e in Cy is optionally substitut e d with on e to four substitu e nts ind e p e nd e ntly s e l e ctod from 
R>t 



1) a group sel e ct e d from R% 
3) C^-alkenyl, 
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4) -€a-w -alkynyl, 

5) aryl C t-to -alkyl, or 

6) h e t e roaryl C^aHcyl, 

wh e r e in e aoh of alkyl, alk e nyl, alkynyl, aryl, and h e t e roaryl io optionally substitut e d with a group 
ind e p e nd e ntly s e l e otod from R g 

e aoh of R < V-R < V^ < > , and R f , ind e pendently, is 
— B> 

3) Ca -^ -alk e nyl, 

4) Cj -^ -alkynyl, 

5) Cy, or 

6) CyC ^afey4t 

wh e r e in e aoh of alkyl, alk e nyl, alkynyl and Cy is optionally substitut e d with on e to four 
substitu e nts ind e p e nd e ntly s e l e ct e d from R g t 
R g 4s 

1) halog e n, 

2) amino, 

3) carboxy, 

4) COO C^ -afeyH 

6) P(0)(OH)(0 C ^afeyj), 

7) P(0)(C^ afey4k T 

8) PCOXOHXO +alkyfr 

9) P(0)(0 C^aUcylXC^ afeyfr 

10) SOj -G^alky^ 

11) CO NHa ? 

12) CO ^C ^alky^ 

13) CO N(C 4 ^-alkyl) 3T 

15) C4 -4 .alkoxy, 

16) aryl, 
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17) aryl C^-alkoxy, 

18) hydroxy, 

1 Q\ P Fi n r 

T7TvTjJijT7r 

20) aryloxy; 

Sf-G+^alkyk- 

3) Cj -4 »alkenyl, 

4) -€3-to -alkynyl, 

6) CyCj -nuaikyl 

7) — G^aeyk 

8) C. M» .alkyl oulfonyl, or 

9) C- Ms -alkoxy; and 
#4s 

4^ 

3)-G^alkyk- 
3) Cj -^ -alk e nyl, 
4f-€a-K> .alkynyl, 

5) oyano, 

6) aryl, 

7) aryl C. M»a4kyk- 

8) h e t e roaryl, 

9) h e t e roaryl C- Ms -alkyl, or 
ifii on^p 1 * 

wh e r e R te 4s-G4-4Q _alkyl, Ca 4Q -alk e nyl, Cj - ^alkynyl, or aryl; 

R ^and R 4 " tak e n tog e th e r with th e atoms to which th e y ar e attach e d optionally form a 
h e t e rocyclic ring of 5 to 7 m e mb e rs, said ring containing 0 2 additional h e teroatoms 
indep e nd e ntly s e l e ct e d from O, N and S; 
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R* ~and taken tog e th e r with tho atoms to which thoy ar e attach e d optionally form a ring 
of 5 to 7 m e mb e rs, said ring containing 0 2 additional h e teroatoms indep e nd e ntly s e l e ct e d from 
O, S and N; 

m is 0, 1, or 2; 

n is an int e g e r from 1 to 10; 
provid e d that wh e n L is saturat e d and has 1 4 carbon chain atoms, 

(i) L must contain a h e t e roatom s e l e ct e d from O, S, and N; or 

(ii) R ^ must contain th e moiety o m e thylph e nyl uroido ph e nyl CH^ -i-ef 

(iii) R * must contain only one Cy group; 

(iv) wh e n L is t e rminally attach e d to R* by C(-0)NH , R* is not optionally 

substitut e d pyrrolidinyl substitut e d with a SO^ optionally substituted ph e nyl group; 

or a pharmac e utically acc e ptabl e salt th e reof 

62. (Currently amended) The composition of claim 61, wherein said compound is compound 
no. 

(R * is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

L is Qi alkyl terminally attached to R* by C(~0)NH , 
R 4 is 4 [N* (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) , 

R ^ and R 6 tog e th e r ar e 1,3 propan e diyl); 

(R 4 " ia 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L' io a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attach e d to by NHC(-O) and 

(ii) oubotitutod with COOH, 

L io C+ alkyl torminally attaohod to R* by C(-0)NH , 
R 4 io 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
io C(-O) , 
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R ^ and tog e th e r aro 1,3 propan e diyl); 

(R 4 " is 1 (3,5 dichloro benz e n e sulfonyl) 2 pyrrolidinyl, 

L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(~0) and 

(ii) substituted with COOH, 

fe4s-G 4 alkyl terminally attached to R* by C(~Q)NH , 
R 4 is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(-O) ; 
R ^ and R 6 tog e th e r ar e 1,3 propan e diyl); 

7 -J r u 

(R * is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attach e d to R* by NHC(-O) and 

(ii) substituted with COOH, 

L is d alkyl torminally attaohod to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(~0) , 
R ^ is m e thyl, and 
R 6 is hydrog e n); 
8555 

(R 1 is l-(3,5-dichloro-benzenesulfonyl)-2-piperidinyl, 

L' is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 

R 4 is 4-[N'-(2-methylphenyl)ureido]benzyl, 

Y 5 is -C(=0)-, 

R 5 is methyl, and 

R 6 is 2-methylpropyl); 
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(R * iG 1 (3,5 dichloro b e nz e n e sulfonyl)azacyclo 2 butyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

iAs-Ci alkyl terminally attached to by C(~0)NH , 

R 4 is 4 [N* (2 m e thylph e nyl)ur e ido]bonzyl, 

¥ *is C(-O) ; 

R ^ is m e thyl, and 

R * is 2 methylpropyl); 

(R 3 " is 1 (3,5 dichloro benz e n e sulfonyl) 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(~0) and 

(ii) substituted with CH^COOH, 

k4s-€a alkyl interrupted by NR e C(O) whore R e 4s4^ 

R 4 is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl, 

¥ *is C(-O) , 

R ^ is hydrog e n, and 

R 6 is 2 methylpropyl); 

9m 

(R * is 1 (3,5 dichloro benz e nesulfonyl) 2 m e thyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and i s 

(i) t e rminally attached to R* by C(~0) and 

(ii) substituted with COOH, 

L is 1, 4 pip e ridin e diyl terminally attach e d to R^ by C(~0) , 
R 4 is 4 [N f (2 m e thylph e nyl)uroido]bonzyl, 

is C(-O) , 
R s is hydrog e n, and 
R 4 is 2 m e thylpropyl); 

(R * is 1 (3,5 dichloro benzenesulfonyl) 2 pyrrolidinyl, 
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L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

L is N [2 (pyrrolidin e 2 yl) e thyl] m e thanosulfonylaminom e thyl, t e rminally attach e d to R3 by 

C(~0) at the 1 position of th e pyrrolidine ring, 
R ^ is 4 [N' (2 m e thylph e nyl)ur e ido]benzyl); 

(R 4 * is 1 m e thanesulfonyl 2 pyrrolidinyl, 

L ? is a hydrocarbon link e r moiety having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

fc4s-G a alkyl terminally attach e d to R* by C(~0)NH , 

R 4 is 4 [N f (2 m e thylphenyl)ur e ido]b e nzyl, 

¥ *is C(-O) ; 

R ^ is m e thyl, and 

R 6 is 2 m e thylpropyl); 
7^0 0 

J ~r S ~s 

{R Ms 1 (3,5 diohloro b e nz e n e oulfonyl) 2 pyrrolidinyl, 

L' is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) torminally attach e d to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

fe4s-Q t alkyl torminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N' (2 methylph e nyl)ur e ido]bonayl > 

is C(-O) ; 
R # is hydrog e n, and 
R is hydrog e n); 

Tm 

(R 4 " is 1 b e nz e nesulfonyl 2 pyrrolidinyl, 

L' is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 

(i) torminally attaohod to R 4 " by NHC(~0) and 
(ii) subotitutod with COOH, 
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L is Ca alkyl t e rminally attach e d to O (o phonyl) t e rminally attach e d to by C(~0)NH , 
R * is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl); 

(R * is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by NHC(~0) and 

(ii) substituted with CH^COOH, 

L4s-G 4 alkyl terminally attached to R* by C(-0)NH , 
R ^ is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl); 

(R *is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 pyrrolidinyl, 

V is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(~0) and 

(ii) substituted with COOH, 

fa4s-Q > alkyl t e rminally attached to R* by C(~0)NH , 
R ^ is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl); 

QOQQ 

(R * is 1 (furan 2 ylm e thyl) 5 oxopyrrolidin 2S yl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attaohod to R * ~ by NHC(~0) and 

(ii) substitut e d with COOH, 

L is d alkyl torminally attaohod to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
io C(-O) , 

R # is m e thyl, and 

R 6 is 2 mothylpropyl); 

8m 

(R is 1 (furan 2 ylm e thyl) 5 oxopyrrolidin 2R yl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attaohod to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 
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L is Cg alkyl terminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ureido]b e nzyl, 
is C(-O) 5 

R * is m e thyl, and 

R * is 2 m e thylpropyl); 

(R 4 " is 1 (thioph e n e 2 ylm e thyl) 5 oxopyrrolidin 2S yl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attached to R 4 " by NHC(~0) and 

(ii) substituted with COOH, 

L is Ca alkyl t e rminally attach e d to R* by C(~0)NH , 
R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) ; 

R * is m e thyl, and 

R € is 2 m e thylpropyl); 

(R 4 " is 1 (thiophen e 2 ylm e thyl) 5 oxopyrrolidin 2R yl, 

L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to R 4 " by NHC(~0) and 

(ii) substitut e d with COOH, 

L is C* alkyl t e rminally attach e d to R* by C(-0)NH , 
R 4 is 4 [N f (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) 5 

R 4 is m e thyl, and 

R ^ is 2 m e thylpropyl); 

83Q 4 

(R 4 " is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attach e d to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

L is p tolyl t e rminally attached to R* by C(~0)NH , 
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R ^ is 4 [N f (2 m e thylph e nyl)ur e ido]b e nzyl); 

(R 4 is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) torminally attachod to by NHC(-O) and 

(ii) oubotitutod with COOH, 

L iop tolyl t e rminally attach e d to by C(-0)NH , 
R * is ethyl 2 (1 [N' (2 mothylphonyl)uroido]phonyl)); 

UJUJ 

(R * is 1 m e than e Gulfonyl 5 ph e nyl 2 pyrrolidinyl, 

L 1 i s a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to by NHC(~0) and 

(ii) substitut e d with COOH, 

L is Q alkyl t e rminally attachod to R* by C(~0)NH , 
R 4 is 4 [N y (2 m e thylph e nyl)ur e ido]b e nzyl, 
¥ *is C(-O) ; 

R ^ is m e thyl, and 

R * is 2 m e thylpropyl); 

(R 4 " is (b e nz e n e sulfonyl)cycloh e xylaminom e thyl, 

L 1 is a hydrocarbon linker moi e ty having 1 carbon chain atom and is 

(i) t e rminally attached to R* by NHC(~0) and 

(ii) substituted with COOH, 

L is Qi alkyl torminally attachod to R* by C(~0)NH , 
R 4 is 4 [N f (2 m e thylph e nyl)ur e ido]bonzyl, 
is C(-O) , 

R ^ is m e thyl, and 

R ^ is 2 m e thylpropyl); 

(R * is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L 1 is a hydrocarbon linlc e r moi e ty having 1 carbon chain atom and is 
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(i) terminally attached to R* by NHC(~0) and 

(ii) substitut e d with COOH, 

L is 1 [(pyrrolidine 1 carbonyl) aminojph e nylm e thyl t e rminally attached to by C(~0)NH at 
th e 3 position of the pyrrolidine ring, 
R ^ is b e nzyl); 

9607 

(R 4 is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R* by NHC(-O) and 

(ii) substituted with COOH, 

L is 4 [(pyrrolidin e 1 carbonyl) amino]ph e nylm e thyl t e rminally attach e d to R a by C(~0)NH at 

th e 3 position of the pyrrolidine ring, 

R ^ is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl); 

8628 

(R 1 is l-benzenesulfonyl-3-piperidinyl, 

L ? is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 

R 4 is 4-[N , -(2-methylphenyl)ureido]benzyl, 

Y 5 is -C(=0)-, 

R 5 is methyl, and 

R 6 is 2-methylpropyl); 

8674 

(R 1 is l-benzenesulfonyl-4-piperidinyl, 

L 1 is a hydrocarbon linker moiety having 1 carbon chain atom and is 

(i) terminally attached to R 1 by -NHC(=0)- and 

(ii) substituted with -COOH, 

L is C 2 alkyl terminally attached to R 3 by -C(=0)NH-, 
R 4 is 4-[N ! -(2-methylphenyl)ureido]benzyl, 
Y 5 is -C(=0)-, 
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R 5 is methyl, and 

R 6 is 2-methylpropyl); 

SL6SUL 

(R 4 is 1 b e nz e n e sulfonyl 2 pyrrolidinyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R* by NHC(-O) and 

(ii) substituted with COOH, 

L is p xylyl t e rminally attach e d to R^ by C(~0)NH , 
R ^ is 4 [N' (2 methylph e nyl)ur e ido]b e nzyl); 

QQOQ 

(R 4 is 2,6 dichloroph e nyl, 

L f is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) t e rminally attach e d to R 4 " by NHC(-O) and 

(ii) substituted with COOH, 

fe4s-G a alkyl t e rminally attached to R* by C(~0)NH , 
R 4 is 4 [N f (2 m e thylph e nyl)ur e ido]b e nzyl, 
is C(-O) ; 

R $ is m e thyl, and 

R 6 is 2 m e thylpropyl); 

(R * is 2,6 dichloroph e nyl, 

L' is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attach e d to R 4 " by C(~0) and 

(ii) substitut e d with COOH, 

L is 1, 4 pip e ridin e diyl t e rminally attach e d to R^ by C(~0) , 

R 4 is 4 [N' (2 m e thylph e nyl)ur e ido]b e nzyl, 

¥ *is C(-O) , 

R ^ is hydrog e n, and — 

R 6 is 2 m e thylpropyl); or 

7CT7 

{R 4 , is 1 (3,5 dichloro b e nz e n e sulfonyl) 2 m e thyl 2 pyrrolidinyl, 
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L 1 is a hydrocarbon link e r moi e ty having 1 carbon chain atom and is 

(i) terminally attached to R 4 " by C(~0) and 

(ii) substituted with COOH, 

L is A m e thylpip e ridin e 1 yl t e rminally attached to by C(~0) , 
R 4 is 4 [N 1 (2 m e thylph e nyl)ur e ido]b e nzyl, 

is C(-O) ; 
R ^ is hydrog e n, and — 
R 6 is 2 m e thylpropyl) . 

63.-65. (Cancelled) 

66. (Currently amended) A compound of the formula: 

R 3 — L — V — R 1 

wherein 

R 1 is Cy, Cy G M ^alkyl, Cy O -ia -alk e nyl, or Cy C4 -^ -alkynyl piperidinvl substituted with 



R 14 , 


where R 14 is 


1) 


Ci.ioalkvl. 


2) 


C?.io alkenvl. 


3) 


C?.inalkvnvl, 


4) 




5) 


Cv-C..,nalkvl. 


6) 
7) 


Cv-C?.in alkenvl, or 


Cv-C^-malkvnvl: 



L' is a hydrocarbon linker moiety having 1 [[-5]] carbon chain atoms atom and is 

(i) optionally terminally attached to -NR c -C(0)s and 

(ii) optionally substituted with one or more substituents independently selected from R b ; and 
(in) substituted with R 2 , where R 2 is 

1) a 

2) Ci.malkvl. 

3) C?.m alkenvl 

4) C^ alkynyl, 

5) Cy, 
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6) Cv-C uin alkvl 

7) Cv-C Kin alkenvl or 

8) Cv-Ci-ioalkvnvl: 

L is Ci.s alkvlene terminally attached to R 3 by -C(=OVNH-: a hydrocarbon link e r moi e ty 
having 1 4 carbon chain atoms and is 



(i) optionally t e rminally attached to C(O) NR e ; and 

(ii) optionally substitut e d with on e or mor e substitu e nts ind e p e nd e ntly selected 



Y 5 is -CO-; 

e ach of R 4 is Z 5 -L c -Z 6 . where Z 5 is aryl L c is -NHC(=Q)NH-. and Z 6 is aryl-C ui o alkyl; 

UilU 

R 6 , ind e p e nd e ntly, is alkyl or aralkyl; and 
R 5 is hydrogen or aryl; 

each of said Cy is heterocyclyl, or heteroaryl; 

each of said alkyl is optionally substituted with one to four substituents independently 
selected from R a ; and 

each of said heterocyclyl, or heteroaryl is optionally substituted with one to four 
substituents independently selected from R b ; 



1) Cy, 

2) -OR c , 

3) -N0 2 , 

4) -halogen, 

5) -S(0) m R c , 

6) -SR C , 




wherein: 



R a is 
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7) 


-S(0) 2 OR c , 


8) 


-S(0) 2 NR c R d , 


9) 


-NR c R d , 


10) 


-0(CR e R f ) n NR c R d , 


11) 


-C(0)R d , 


12) 


-C0 2 R c , 


13) 


-P(0)(OR c )(OR d ), 


14) 


-P(0)(R c )(OR d ), 


15) 


-S(0) m OR c , 


16) 


-C(0)NR c R j , 


17) 


-C0 2 (CR e R f ) n CONR c R d , 


18) 


-OC(0)R c , 


19) 


-CN, 


20) 


-NR c C(0)R d , 


21) 


-OC(0)NR c R d , 


22) 


-NR c C(0)OR d , 


23) 


-NR°C(0)NR d R e , 


24) 


-CR c (NOR d ), 


25) 


-CF 3 , 


26) 


-OCF 3 ,or 


27) 


oxo 



wherein Cy is optionally substituted with one to four substituents independently selected 
from R b , 
R b is 



1) 


a group selected from R a , 


2) 


Ci-ioalkyl, 


3) 


C2-ioalkenyl,7 


4) 


C 2 -ioalkynyl, 


5) 


aryl-Ci-ioalkyl, or 


6) 


heteroaryl-Ci-io alkyl, 
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wherein each of alkyl, alkenyl, alkynyl, aryl, and heteroaryl is optionally substituted with 
a group independently selected from R 8 

each of R c , R d , R e , and R f , independently, is 

1) H, 

2) Cmo alkyl, 

3) C2.10 alkenyl, 

4) C 2 -ioalkynyl, 

5) Cy, or 

6) Cy-C M o alkyl; 

wherein each of alkyl, alkenyl, alkynyl and Cy is optionally substituted with one to four 
substituents independently selected from R 8 ; 



R g is 




1) 


halogen, 


2) 


amino, 


3) 


carboxy, 


4) 


-COO-C1.4 alkyl, 


5) 


-P(0)(OH) 2 , 


6) 


-P(0)(OH)(0-C M alkyl), 


7) 


-P(0)(C M alkyl) 2 , 


8) 


-P(0)(OH)(C M alkyl), 


9) 


-P(0)(0-C M alkyl)(C M alkyl), 


10) 


-S0 2 -C M alkyl, 


11) 


-CO-NH2, 


12) 


-CO-NH(C M alkyl), 


13) 


-CO-N(C M alkyl) 2 , 


14) 


Cm alkyl, 


15) 


Ci-4alkoxy, 


16) 


aryl, 


17) 


aryl-CM alkoxy, 


18) 


hydroxy, 


19) 


CF 3 , or 
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20) 


aryloxy; and 


R J 


is 


1) 


H, 


2) 


C MO alkyl, 


3) 


C 2 -io alkenyl, 


4) 


C 2 .io alkynyl, 


5) 


cyano, 


6) 


aryl, 


7) 


aryl-Ci-ioalkyl, 


8) 


heteroaryl, 


9) 


heteroaryl-Ci.ioalkyl, or 


10) 


-S0 2 R k , 



where R k is Cmo alkyl, C2. 10 alkenyl, C2-10 alkynyl, and aryl; 

R c and R d taken together with the atoms to which they are attached optionally 
form a heterocyclic ring of 5 to 7 members, said ring containing 0-2 additional heteroatoms 
independently selected from O, N and S; 

R e and R f taken together with the atoms to which they are attached optionally form a ring 
of 5 to 7 members, said ring containing 0-2 additional heteroatoms independently selected from 
0,Sand N; 

m is 0, 1, or 2; 

n is an integer from 1 to 10; 
provided that when L is saturated and has 1-4 carbon chain atoms, 

(i) L must contain a heteroatom selected from O, S, and N; or 

(ii) R 3 must contain the moiety o-methylphenyl-ureido-phenyl-CH 2 -; or 

(iii) R 1 must contain only one Cy group; 

(iv) when L is terminally attached to R 3 by -C(=0)NH-, R 1 is not optionally 
substituted pyrrolidinyl substituted with a -SCVoptionally substituted phenyl group; 

or a pharmaceutically acceptable salt thereof. 

67. (Original) The compound of claim 66, wherein R 1 is Z^lZ-Z 2 -, in which Z 1 is aryl or 
aryl-Ci-10 alkyl; L a is -S(0) m -; m being 2; and Z 2 is heterocyclyl, heterocyclyl-Ci-10 alkyl, 
heteroaryl, or heteroaryl-Ci-10 alkyl. 
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68.-85. (Cancelled) 

86. (Currently amended) A compound of the formula: 

R 3 — L — V — R 1 

wherein 

R 1 is €y piperidinyl substituted with -SO^-R 14 , where R 14 is 

1) Cuinalkvl 

2) Cj-inalkenvL 

3) C^alkynvl 

4) QL 

5) Cv-Ci-malkvl 

6) Cy-C7-ioalkenvl, or 

7) Cv-C^alkvnvl: 

L' is 




\ 

X 

in which 
Y 1 is 

V G(0H 

2) O C(0) , 

3} C(O) O , 

4) C(O) NR% 

-NR c -C(0)-, 

5) NR * C(O) NR d - 

€) NR 6 C(O) O ; 

7) O C(O) NR 6 - 
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474 Ntf-SfOfe-y 

4$) NR e -€(NR ffl H 

49) O-rOf 

30) NR 6 -j 

R 2 is 



1) 


H, 


2) 


Ci-ioalkyl, 


3) 


C2-10 alkenyl, 


4) 


C 2 -ioalkynyl, 


5) 


Cy, 


6) 


Cy-Ci.ioalkyl, 


7) 


Cy-Ci-io alkenyl, or 


8) 


Cy-Ci.10 alkynyl; 



Y 2 is a bond or C(R h )(R*) ; wh e r e in e ach of R k and R* is ind e p e nd e ntly s e l e ct e d from th e 
group consisting of: 

4) H-, 

3) G^alkyH 

5) Ga- ^alkenyl, 

4) Q ^alkynyl, 

#) seyh 

6) aryl C4 -4 »alkyl, 

74 h e t e roaryl, and 

5) h e t e roaryl Q - ^alkyl, 

R h and R* tak e n tog e th e r with th e carbon to which th e y ar e attach e d may optionally form 
a 3 7 m e mb e r e d ring containing 0 2 h e t e roatoms s e l e ct e d from N, O and S ; 
Xis 

1) -C(0)OR c , 

3) P(0)(QR 6 )(QR 4 ) ? 

3) P(0)(R 6 4(QR d 4; 

4) S(©)„QR e T 
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6> 



C(0)NR 6 R i r ef 
5 t e trazolyl; 



L is 




in which 



4) a bond, 

[[C,.,o]] Cusalkyl, 
3) G ^allconyl, 

3) G ^alkynyl, 

4) (syh 

5) aryl Q - ^alkyl, 

6) h e t e roaryl, or 

3) h e t e roaryl C t-ta fllkyl; and 

Y 4 is 

4) a bond, 

3) G(OK 

5) O C(O) , 

4) C(O) O , 

-C(0)-NR c -, 

5) NR 6 C(O) , 

€) NR e C(Q) NR d - 

7) NR e C(O) O , 

S) O C(O) NR 6 - 

9) S(G)«- 

4G) S(0) A NR% 

44) NR 6 -S(0)3- 

43) NR 6 -G(NR <, >- T 

45) O-rer 

44) Nft 6 -t 



Applicant: Daniel Scott et al. 

Application No.: 10/677,756 
Filing Date: October 3, 2003 



Attorney Docket No.: 14937.0006 CI / A079 CON 



Page 48 of 53 



R^isnZ^-Z 4 5 in which 

Z * is Cy, Cy Q -40 -alkyl, Cy C i-ifl -alkenyl, or Cy Q -44 -alkynyl; 

h b is C(O) 5 O C(O) ; C(0) O , C(0) NRV *» * C(0) 8 NR* C(0) NR 4 - 

44R e C(0) O , O C(O) NR 6 8 S(Q) ffl - r -SQ 5 44R 6 - T ^R e -SQ 3 ; O ; NR e ; or a bond; and 

Z 4 is oycloalkyl, cycloalkyl Q - m alkyl, cycloalkenyl, oyoloalk e nyl C4 -4 0 alkyl, aryl, agyl 

alkyl, h e t e rocyclyl, h e t e rooyolyl alkyl, h e t e roaryl, h e t e roaryl G m o alkyl or a bond; or 

R 3 is a moiety of the following formula: 



cycloalkyl, cycloalkenyl, aryl, aralkyl, aryl-substituted alkenyl or alkynyl, cycloalkyl-substituted 
alkyl, cycloalkenyl-substituted cycloalkyl, biaryl, alkenoxy, alkynoxy, aralkoxy, aryl-substituted 
alkenoxy or alkynoxy, alkylamino, alkenylamino or alkynylamino, aryl-substituted alkylamino, 
aryl-substituted alkenylamino or alkynylamino, aryloxy, arylamino, heterocyclyl, heterocyclyl- 
substituted alkyl, heterocyclyl-substituted amino, carboxyalkyl substituted aralkyl, 
oxocarbocyclyl-fused aryl, or an amino acid side chain selected from the group consisting of 
arginine, asparagine, glutamine, S-methyl cysteine, methionine and corresponding sulfoxide and 
sulfone derivatives thereof, cyclohexylalanine, leucine, isoleucine, allo-isoleucine, tert-leucine, 
norleucine, phenylalanine, phenylglycine, tyrosine, tryptophan, proline, alanine, ornithine, 
histidine, glutamine, norvaline, valine, threonine, serine, beta-cyanoalanine, 2-aminobutyric acid 
and allothreonine; and 

R 5 is hydrogen, aryl, alkyl, alkenyl, alkynyl, cycloalkyl, cycloalkenyl, or aryl-substituted 
alkyl, R 5 and R 6 may be taken together with the atoms to which they are attached to form a 




wherein: 



Y 5 is s e l e ct e d from th e group consisting of -CO-, O CO , SCb and F(V i 
R 4 is Z 5 -L c -Z 6 , where Z 5 is aryl L c is -NH-C(OVNH-. and Z 6 is arvl-C ui o alkyl: 
e ach of R 4 -and R 6 , ind e p e nd e ntly, is alkyl, alkenyl, alkynyl, cycloalkyl, aryl-fused 



heterocycle of 5 to 7 members; 
R a is 



1) 



Cy, 
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2) 


-OR c , 




3) 


-N0 2 , 




4) 


-halogen, 




5) 


-S(0) m R c , 




6) 


-SR C , 




7) 


-S(0) 2 OR c , 




8) 


-S(0) 2 NR c R d , 




9) 


-MR, 




10) 


-0(CR e R f )„NR c R d , 




11) 


-C(0)R d , 




12) 


-C0 2 R c , 




13) 


-P(0)(OR c )(OR d ), 




14) 


-P(0)(R c )(OR d ), 




15) 


-S(0) m OR c , 




16) 


-C(0)NR c R J , 




17) 


-C0 2 (CR e R f ) n CONR c R d , 




18) 


-OC(0)R c , 




19) 


-CN, 




20) 


-NR c C(0)R d , 




21) 


-OC(0)NR c R d , 




22) 


-NR c C(0)OR d , 




23) 


-NR c C(0)NR d R e , 




24) 


-CR c (NOR d ), 




25) 


-CF 3 , 


i 


26) 


-OCF 3 ,or 




27) 


oxo 






wherein Cy is optionally substituted with one to four substituents independently 


selected from R b , 




R b is 






1) 


a group selected from R a , 




2) 


Ci.ioalkyl, 
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3) C2-10 alkenyl, 

4) C 2 .io alkynyl, 

5) aryl-Ci-ioalkyl, or 

6) heteroaryl-C i _i o alkyl, 

wherein each of alkyl, alkenyl, alkynyl, aryl, and heteroaryl is optionally 
substituted with a group independently selected from R g ; 
each of R°, R d , R e , and R f , independently, is 

1) H, 

2) Cuo alkyl, 

3) C2-10 alkenyl, 

4) C2-10 alkynyl, 

5) Cy, or 

6) Cy-Ci.10 alkyl; 

wherein each of alkyl, alkenyl, alkynyl and Cy is optionally substituted with one 
to four substituents independently selected from R g ; 



R 8 is 




1) 


halogen, 


2) 


amino, 


3) 


carboxy, 


4) 


-COO-Cm alkyl, 


5) 


-P(0)(OH) 2 , 


6) 


-P(0)(OH)(0-C M alkyl), 


7) 


-P(0)(C M alkyl) 2 , 


8) 


-P(0)(OH)(C M alkyl), 


9) 


-P(0)(0-C M alkyl)(C,.4 alkyl), 


10) 


-S0 2 -C M alkyl, 


11) 


-CO-NH2, 


12) 


-CO-NH(C M alkyl), 


13) 


-CO-N(C M alkyl) 2 , 


14) 


Cm alkyl, 


15) 


Ci^alkoxy, 
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16) 


aryl, 


17) 


aryl-Ci-4 alkoxy, 


18) 


hydroxy, 


19) 


CF 3 , or 


20) 


aryloxy; 


R m is 




1) 


H, 


2) 


Clio alkyl, 


3) 


C 2 -ioalkenyl, 


4) 


C 2 -io alkynyl, 


5) 


Cy, 


6) 


Cy-Ci.,0 alkyl; 


7) 


Ci-ioacyl, 


8) 


cyano, 


9) 


Ci-10 alkyl-sulfonyl, or 


10) 


Ci-10 alkoxy; and 


R j 


is 


1) 


H, 


2) 


C i-io alkyl, 


3) 


C2-10 alkenyl, 


4) 


C2.10 alkynyl, 


5) 


cyano, 


6) 


aryl, 


7) 


aryl-Ci-io alkyl, 


8) 


heteroaryl, 



9) heteroaryl-C 1-10 alkyl, or 

10) -S0 2 R k , 

where R k is Cmo alkyl, C2-10 alkenyl, C2-10 alkynyl, and aryl; 

R c and R d taken together with the atoms to which they are attached optionally form a 
heterocyclic ring of 5 to 7 members, said ring containing 0-2 additional heteroatoms 
independently selected from O, N and S; 
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R e and R f taken together with the atoms to which they are attached optionally form a ring 
of 5 to 7 members, said ring containing 0-2 additional heteroatoms independently selected from 
O, Sand N; 

m is 0, 1, or 2; 

n is an integer from 1 to 10; 
provided that when L is saturated and has 1-4 carbon chain atoms, 

(i) L must contain a heteroatom selected from O, S, and N; or 

(ii) R 3 must contain the moiety o-methylphenyl-ureido-phenyl-CH 2 -; or 

(iii) R 1 must contain only one Cy group; 

(iv) when L is terminally attached to R 3 by -C(=0)NH-, R 1 is not optionally 
substituted pyrrolidinyl substituted with a -S02-optionally substituted phenyl group; and 

provided that when Y 2 is not a bond, X is -COOH, -COO-C M alkyl, -P(0)(OH) 2 , - 
P(0)(OH)(0-C M alkyl), -P(0)(C M alkyl) 2 , -P(0)(OH)(C M alkyl), -P(0)(0-C M alkyl)(C M 
alkyl), -SO2-C1-4 alkyl, -CO-NH 2 , -CO-NH(C 1-4 alkyl), -CO-N(C,-4alkyl) 2 , or -5-tetrazolyl 
or a pharmaceutical^ acceptable salt thereof 



87.-100. (Cancelled) 



